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CHHTE3 HOBBIX IOTEHUUAJILHBIX -A/IPEHOBJIOKATOPOB.
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P. C. BAPTAHSIH, 9. A. ATAMSIH s M. A. IINEWPAHSIH
EpeBaHCKHN rocyAapCTBeHHbIH YHHBepcHTeT

[MocTynnao 28 11 2003

OcylecTeneHo BIauMofencTene 3-theHokeH- 1 3-HadhToKeK-1,2-3MoKennponaHos ¢ achipami
aMUHOKUCIIOT B ChUpTe B YCMOBMAX KWCIOTHOMO KaTanusa, B KauecTBe KaTamuaatopa MCROMk-
30Banace ykcycHas Kucnora.

Bubn. cobinok 4.

AanHas pabora MpecAeAyer HeAb — CO3AAHHEe MNOTeHIHAaALHBLIX [I-
GAPEHODAOKATOPOB  MyTeM MOAMMHKALMH aMUHHONR uacTH MOAEKYADI,
BeeaeHHe pPOACTBEHHOIO OPraHH3My AMHHOKHCAOTHOIO thparmetita B
CTPYKTYPY TPAAUIMOHHO H3BECTHBIX aAPeHOBAOKATOPOB, € HalleH TOYKM
SPeHHS, MOXXeT IPHBECTH K COEAHHEHHUSAM € OOABLIUEH AaKTHBHOCTHIO W
[POAO/IKMATEALHOCTBIO AEHCTBHUSL M, BO3MOJKHO, YMOHBIICHHIO 3aBHCHMOCTH
K npenapary. MccaepoBancsi M3BecTHEBIH Kaace p-appenobrokaropos — 1I-
aPHUAOKCH-3-aMHHOIIPOIIaHOADB-2, B KOTOPLIX B POAM aMHHHOMK KOMITOHEHTLL
BBICTYNAIOT aMHHOKHCAOTHEIE hparMeHTEL

C UeAblO MOAYYEHHSI HCKOMBIX COEAMHEHHI GbIAG U3YYEHO B3alMo-
Aeicreue 1,2-anokcu-3-herokcunponana [ u 1,2-an10KcH-3-HadTOKCH I PO-
nada I [1,2] ¢ aTuAoBBEIMU 2hupamu 3-6ensunramutoykeycroi Illa u 3-Geu-
suaamuHonponuronoson b kucnor. NeproHayarbHo peaxiuu aMHUHO K-
pamMi IIPOBOAHAMCE B YCAOBHAX OCHOBHOTO KaTarusa [3,4], B peayawnrare
KOTOPBIX OBIAM MOAYYECHBI LeAeBbie NPOAYKTEI, O9MCTKA KOTOPBLIX HECKOALKO
3aTpyAHEHa BCAGACTBHe 06pasoBaHHsi CMOAHCTLIX BeLecTs.

B peayakrare paspaborTKM YCAOBHH IIperaparHBHOIO MOAYYCHUS 1]e-
ACBBIX [POAYKTOB HAMU OBIA IPEAAOIKEH CIOCOO B3aMMOACHCTBHS 31OKCH-
AOB ¢ aMHHOSdUpaMH B 96% CHHpTe € HCIOAb3OBAHMEM B KAYECTRE
KaTaAM3aropa YKCYCHOHW KHCAOTHL. B upepparaembix ycroBusx peaxius
poTeKaeT OLICTPee W NPAKTHYECKH Ge3 00pa3oBaiits CMOAHCTBIX BEIICCTS,
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CHHTE3 HCKOMbIX COEAMHEHHH BbLIA OCYIECTBACH MO CABAYIOILLEH

cxXempe:
R-0-CHyCH—CH, + @—CHQ-NH—-(CHQ),TCOORt—-——* R=0=CH,-CH—CH,"N-CH;
o} OH  (CHyp
Ll llla, b COOR
A IV-1X !
b -n=2

IV. R - CgHs: Ry - CoHs, n=1
[ CSH5 V.R - CGHE-' R-] = CgHs, n=2
LR - C‘OH? VI, R - CnoH?: R1 = CZHﬁl n=1
VIl. R - CA”JH';; R1 = CZH5| n=2
VIII. R - CgHs; Ry - H, n=1
IX. R -CgHs; Ry - H, n=2

BBHAY TOTO, H4TO C (hapMaKOAOTHYECKON TOUKKM 3PCHUS MHTEPEC TAKKe
NPEACTABASIOT  COCAMHEHHsT AMHHOKHCAOTHOI'O XapaKTepa, [OAyYeHHbIE
coepnHeH st [V-VI OLIAH MOABEPIHYTHI [EAOYHOMY ruapoansy. C ueabio
MCULITAHHH Ha OHOAOTHYECKYIO AKTHBHOCTH KOHEUHBLIE [POAYKTBI GBIAK
[Ipeppalliedbl B COOTBETCTBYIOIHe l‘I'[ApCJXJ\OPHAbI.

QKCHEPHMEHTRJI bHasA 4acThb

Crekrpot AMP 'H custer Ha mpuGope “Mercury-300 Varian NMR'' ¢
paboueir vacrorod 300 M7y B DMSO. TCX HpPOBOAMAM HA [OAACTHHKAX
.Silufol-254". TposiBuTens — mnapsl Hopa.

StwaoBeii dpup  N-Oens3ii-N-(3-GeHoKCH-2-riap OKCHITP OIIHIT) AMHHOYKCY C-
Hoii kucioter IV. a) Csece 1 r (0,005 moas) srunosoro achupa N-GeHaua-
aMHHOYKCYCHOH KHCAOTBL, 0,75 1 (0,005 monrs) 1,2-snokeu-3-herokcunponana
[1] u 10 M 3TaHOAA KHMASTAT B MPHCYTCTBHH 2 KalleAb MUPHMAMHA 11
PacTBOpHTEAL OTTOHSIIOT, OCTATOK MEePeroHsioT [pH T.KWI. 232-234°/1 mm.
[py CTOSIHHM NPOAYKT KpHCTaArusyercsi, T.IA. 77-80°C  (sTuaalerar).
[Toayuwator 0,65 r (37,9%) coepunenuss IV, Ry 0,56 (ameroH-remraH,
1:1).Hamaeno,%: C 70,12; H 7,18; N 4.25. CoyHosNO,. Buiuncaeno,%: C 69,94; H
7,35; N 4,08.

6) Cumech 1 7 (0,005 morg) satuacBoro ahrpa N-GeHaUAaMUHOYKCYCHOM
kucaotel, 0,75 r (0,005 wmoasm 1,2-snokcH-3-cherHokeumnponada u 10 ama
ST4HOAA KHMIGITAT B IPHUCYTCTBHH 3 KaleAb YKCYCHOM KHCAOTHL 4 4. [Mocae
OTTOHKHM PacTBOPHUTEAs! [IPH CTOSHHM HPOAYKT KPMCTAAAM3YeTCst, T.OA. 78-
80°C (srmrauerar). [Toayuator 1.3 r (75.8%) coepunenus IV: R;0,56 (aueroH-
rentan, 1:1). Cnekrp AMP 'H (CDCL), 8,m.A: 1,2-1,4 T (3H,CHs); 2,6-3,0 m
(2H. CH.CHs); 3.1-3,7 m (4H, CH-CH,-N, N-CH,-C); 3,7-4,1 m (5H, OCH,,CH,-
CH. N-CH--Ph): 4.3-5.0 yur. ¢ (1H, OH); 6,7-7.4 yui. c (10H, 2C4Hs).

Sruioserit agup N-Oerdnsi-N-(3-heHoKen-2-rnip 0KCHIPOIILL)-3-aMHHOIIPO-
naoHoBoH kueaorel V. Cumecs 1,03 r (0,005 moas) sruroBoro adwupa N-

111



OeH3HAGMHHONPOIHOHOBOH KHCAOTEL, 0,75 r (0,005 aoag) 1,2-300KCH-3-
¢enokcunponana u 10 M1 3TaHOAA KHINATAT B NPHCYTCTBHH 3 Kaleas
YKCYCHOW KHCAOTHL 2 ¥, PacTBOPUTEAL OTIOHSIOT, HPOAYKT [EPErOHSIOT (pH
T.KMIL. 226-228°/1 mar. [Moaygaior 1,3 r (72,8%) coeaunenus V; R; 0,59
(ateron-renran, 1:1). Hadpeno%: C 70,72; H 7,52; N 3,99. Cy Hs NO,
BerurcaeHo, %: C 70,55, H 7,63; N 3,92. Crerrp SIMP 'H (CDCI5). 8, M. A 13-
1,5 v GH, CHCH;); 2.8-3.4 M (2H, CH,CHs); 3,5-3.8 m [6H, CH-CH,-N, N-(CH:-)l
3.94,1 m (SH, OCH, CH,-CH. N-CH>-Ph): 4,3-5.1 yiu. ¢ (1H, OH): 6,80-7.4 w
(10H, 2C6Hs).

B pacrBop coepunHeHHs V B aljeroHe NPOIMYyCKAalOT CYyXOH rascobpasHblii
XAOPHCTBIA BOAOPOA. Belmasuine crerro->keathie Kpucrarsbi cymar B
aKCcHKaTope, T.oA. 106-108°C (erranerar). Haipeno,%: C 64,19; H 7,01; N
3,69; CI19.17. €y Hyg NO, CI. Briusicaeno,%: C 64,02; H 7.18; N 3,56; Cl 9,00.

ITHIOBLIH 3hup N-Geu:m.l1-N~(3-Ha¢'rma:cu-z-mupoxc11uponml)a.\mnoyxc_\'c-
Hoit kucmorer VI Cwmecn 0,96 r (0,005 MOA) 9THAOBOTO ahupa N-
DeH3MAAMUIIOYKCYCHOM KHCAOTH, 1 r (0,005 MoAs) 1,2-5110KCH-3-HahTOKCH-
nporana [4] u 10 ma STaHOAA KHUIATAT B UPHCYTCIBHH 3 KaleAb VKCYCHOM
KUCAOTEL 2 9. [locAe OTIOHKH pacTBOpUTEAs! P CTOSHUY OPOAYKT KPHCTAA-
Ausyercs, T.0A. 96-99°C (sTuaarerar). [oayuator 138 r (70,2%) COECAMHEHS
VI, Ry 0,51 (auerou-reumran, 1:1), Haiiaeno,%: C 73,39, H 6,79; N 3.75.
C24Hy;NO;. Berancaeno,%: C 73,25; H 6,93; N 3.56.

STHIIOBBIH (up N~6el-13u.rl-N-(3-Haq:'uu1oxcu-anporccunpomm) —3-amumuo-
NpOonHoHOBOM Kucaorel VIL Anarorunuto BEIILIEOITHCaHHOMY MeToAy V u3 | -
(0,005 moas) aruroBoro sdupa N-GeH3UAaMHHOIIPONMOHOBON KUCAOTHL, 1 7
(0,005 moas) 1,2-smokcn-3-Hadrokcunponana, 10 a4 srapora u 3 Kamneal
YKCYCHOHM KHCAOTBI MIOAYHAIOT coepmnHenue VII [R; 0,64 (aumeron-rentan, 1:1)],
KOTOpOE pacTBOPEHHWEM B STHAALETaTe U [POMYCKAHEeM B pacTBOp CyxXoro
ra3000pa3HOro XAOPMCTOIO BOAOPOAR [EPEBEACHO B COOTBETCTBYIOILHH
rUApoXAOpPHA. [lonydertbie KpreTaribl hHABTPYIOT, CYIIAT B 9KCHKATOPE,
oA 117-119°C (AMUBOTIDOITMAOBEIA 9¢pup). Berxop 1,6 r(72.2%). Haitaetio,%:
C 67,51; H 7,02; N 3,27: CI 8.15.C2sH30NO,CI. Briuueneno, %: C 67,62; H 6,82: N
3,15; CI 7.98.

N-ECH3HJI~N-(3-(1)EHORCH-Z—FI[LI[}0l{CllH])Gl‘lﬂ"ﬂ)-ilMl-IHUyIEC}’CHaﬂ kueyora VIIL
Cmeck 0,5 r (0,0015 moag) coepunenust IV B 0,75 ma sraHOAE B 0,09 r
(0,00225 moaa) NaOH B 0,42 ma H,O kumsitsar 2 o, PacTBoputess orroHsior,
OCTaTOK HEWTPAAU3YIOT BOAHBIM pacTsopom 0,14 s (0,00225 »mroas)
YKCYCHOH KHCAOTHL. B rOAyueHHyI0 Maccy AOBaBASIOT 2 MA STationa,
AOBOAST AO KUICHUSL, OXA&XKAQIOT. BBINABUIME CBETAO-JKEATLIE KPHCTAAADL
(PHALTPYIOT, CylaT B 9KCHKaTope; T.ma, 124-126°C (arunagerar). Moayuaror
0,4 r (84,6%) coepunenus VI Ry 0,61 (aueron-renrawm, 1:1). Haitaeno,%: C
68,64: H 6.59; N 4,55, C3H,NO,. Boruncaeno, %: C 68,54; H 6,72; N 4.44,
Crnekrp SIMP 'H (CDCL), 8, m. A: 2,6-2,9 M (2H, NCH,CH); 3,2 c (2H,
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NCH,COOH); 3,7 ¢ (2H, NCH, Ph);3,8-4,0' m (3H, OCH,, OCH); 4,3-52 yu1.c
(2H. 20H): 6,8-7.4 m (10H, 2C¢Hs).

N-chu.ll-N-(3—41cm)xcn-z~1'n.up0lccm:pom-u|)—3-;m-mnoupommuumm KMCJI0TA
IX. Cvech 0,2 1 (0,00056 moas) coepmneiius V o 0,3 ama sranosa 1 0,034
(0.00084 moasz) NaOH 5 0,2 aa HaO womsirsr 3w, Pacrnoputean orromsior,
OCTaTOK HEHTPAAH3YIOT BOAHLIM pacTBopom 0,05 ma (0,00084 moas) yreycHoM
KHCAOTBL B noAyveniyio maccy aA0BaBasiior 2 ma oraiona, AOBOASIT AO
KHIIGHHS,  OXAQXCAQIOT.  BhINaBUIMe KpHCTAAALI pHALTPYIOT, CylIar B
SKcuKarope: T.ma.  121-123°C  (armaaneraT). [Moaywaor 0,1 r (54,3%)
coeprHennst IX; Ry 0,65 (anerou-renra, 1:1). Haitpeno,%: C 69,39: H 6,87; N
4,39. Cjo Ha3 NOy. Bemancaeno, %: C 69,27; H 7,05, N 4,25,
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SYNTHESIS OF NEW POTENTIAL -ADREN OBLOKERS,
WHICH CONTAIN FRAGMENT OF AMINOACIDS

R. S. VARDANIAN, E. A. ADAMYAN and M. A. SHEYRANIAN

The creation of B-adrenoblockers was a good example of the role of fundamental
investigations for solution of a particular, applied problems.

The continuation of our investigation in the field of creation of new B-
adrenoblockers.realized interaction 3-phenoxy- and 3-naphthoxy-1 .2-epoxypropane with
of aminoacids in alcohol of acidic catalysis conditions.
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